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im^m 1 ] 
lit I] 




[0 0 0 1 1 
[0 0 0 2] 

*:^-rc:^755^e>tir*5t) (#^Ba43-8718 ) . 

^«j;j»5in vivo \ci6\.^xh^m&m'&^7r-ir:itt^^h 

HTV^S (4*IIB¥4-226991) , 
[0 0 0 3] 

[0 0 0 4] 

[0 0 0 5] i^^m(omfiitwmm\SL^^ir^w\Wii 

[0 0 0 6] 
[ib2] 




[0 0 0 7] Sr^f S^k-g^ife-C&So 

[0 0 0 8] IM-m^ (1) ^CjoV^T. St/R^ 

[0 0 0 9] fl(fiEL:fcR^ Iklf^R^ (DTi/Jl^mtLX 

So 

[0 0 10] Sil3z6UfcX(;0/Nay/S^ Lr{:i. dd 

[0 0 11] m^^Ltcx(Di&mTyi^=i^i^mtLx\x 

[0 0 12] (1) iCIi. ffi^£X;Ji5Jig 

[0 0 13] *:%0>^(C^^tLS:a{$:M/c^^l:'&fe<^tJlTlC 

[0 0 14] ?iio. ^4^. MeHy h^v^SS:. Ac« 

[0 0 15] 
[{k3l 




[0 0 16] 
[*1] 



R' r2 X 



1 H H CI 
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3 H H OH 

4 H H Br 

5 n-CisHajCO n-CigHa^CO CI 
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Bz 


CI 
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CI 
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n-CigHajCO 


CI 


11 


n-CgHiaCO 


n-Ci5H3iC0 


CI 



[0 0 17] 



[0 0 18] 
lit 4] 




10 0 19] :i^mm<Dit^^ (1) \X 'Jk^it^^ 
(2) 'Oh^y'f^i^^-/i^X\ti^7i^/\^yy'^i^:^- 

[0 0 2 0] ^m^ti6mtLx\t. ^m. ^ity^m 

[0 0 2 1] i&m^tii>^mmt u-cj*. mm. tk. 
[0 0 2 2] Rjtmm^-i ox:Jb^4 ot;-cfei9. » 
[0 0 2 3] R}&m?mit^^. Rjtimm^x ^ mt 

[0 0 2 4] Rjt^mT^. Bmt^mt. mk.\t 

[00 2 5] -Jmm(n>\t^m ( i ) (o^^jmh 
li. mm. ^^»j> ^M^pj. Jt?^?pj> ^^^pj. m^m 

Vm.. W&\:-\^ \ 0 1-10 Oragft^fi^iiffifieAtc^tL 
r . 1 0 1 [Hixn^[H]ic5>itxS-^'r5 r b ^>x^ 
[0 0 2 6] }^y.T\^^mm^h^f. :^mmimcMt^^ 

[0 0 2 7] 

mmm] 



5-^pp-6- (7-^np-8, 10->?bKP=¥ 

7 7^>rv^=^-/^(5.50g) (Dl, 4-i^;^^i^y(165ml) 
^fiKtC 1 ^^:fiS^(45. 3nil) ^JPX.^mT4 B$ffflffi# 

fzo Mi^it^mm^^^^myi^xmi¥L. «7K«l^t-h 

:i3^/\^:tjyJ^^ a-r hi^yy^— (230-^400 mesh 

^n-^h^yy'^- {'r:tiy^T:^^^. Cosmosil 7 
5 CiQ-OPN . *=;^^y-yU8 12-7: S-Cgsffl) (C 

\CX^. @ 6<]^t;^%l (319iDg) ^mc, 115-1 

1 7t;) 

NMR K (400MHz. DMSO-de) 6 ppra : 1 . 37 (3H, d, J= 

6. 4Hz) , L 79-1 . 95 (2H, m) , 3. 60 (IH, d, J=16. OHz) , 3. 98 (1 
H, m) , 4. 03 (IH, d, J=16. OHz) , 5. 10 (IH, dd, J=10. 1, 5. OHz) , 
5. 28 (IH, m) , 5. 44 (IH, m) , 5. 78 (IH. m) , 6. 03 (IH, d, J=16. IH 
z). 6. 26 (IH, m) , 6. 56 (IH, s), 7. 12 (IH, dd, J=16. 1. 11. 2H 
z),10. 11 (IH.s). 10.56 (lH,s) o 

[0 0 2 8] (mmmz) 

5-^PP-6- (8> 1 0-v^b Kp:^V-7-^ h 
:^->-2-:t^y-3, 5-»V7^:;t;i^3:=^/U) -g- 

y^f^iy^i-jui 134ing) (O p< ^ y -/W (2. SOml) ^ 1 

M'&mmd. 10ml)^^;^DX.^?a'C2. 2 5mm¥^Lit 

Rftm\^7k^i)[^:^xmm:^^/i^x^mi.tLo M^btz 

:J^^/i^^WnM^^^ h^yy^- (20cmX20c 
ID, 0. 5nimJi:, : / — 15:1' 
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ftSf^c^/U : y ^ y -/i.= 10:1 vmm) lc<t 19 

(20X250inin Cosmosil 5C18-AR, tK : T-fe h:^ h 
!;/W=8 : 2T^ffl) {ZX^mit^^ (6mg) Sr» 
ybo Sei-gtH (tK : Tir h:=: h yyu=7 : 3) Srlg^ttS 

[0 0 2 9] NMR K/U (270MHz, CDgOD, 6 ppm) : 1. 

47 (3H, d, J=5. 9Hz). 1. 86-1. 96 (2H, m), 3. 16(3H, s), 3. 77(1 

H. d, J=16. 2Hz) . 3. 90(1H. m) . 4. 33 (IH, d. J=16. 2Hz) . 4. 44 
(IH. dd, J=7. 9, 5. 9Hz) . 5. 45 (IH, in) , 5. 74 (IH. in) . 5. 94 (IH, 
d, J=16. IHz) . 6. 33 (IH. m) . 6. 42 (IH, s) , 7, 34 (IH, dd, J=16. 

I, 11.2Hz), 

[0 0 3 0] {^mm 3 ) 

5-:^pp-6-(7. 8. 1 0- h y b: Kp=^->-2 

^y'^f /P(520mg) CO 1 , 4 -i^:^^f-:^-7K (5 
ml- 3 ml) ^?ffi(r*?ftT 7 0 %iii£^^(a 35ml) ^iP^ 

m) \z.x^mmL. sw{b'g'^(io7mg) ^m^, 

lO 0 3 1 1 NMR h7^(270MHz,CD30D, 6 ppm) : 1. 

46 (3H, d. J=5. 9Hz) , 1. 85 (IH, m) , 2. 12 (IH, in) . 3. 65 (IH, ra) , 
3. 91 (IH, d, J=15. 8Hz) , 4. 49-^4. 61 (2H, m) , 5. 46 (IH, m) , 5. 
89-6. 04 (2H, m) , 6. 14 (IH, t, J=10. 6Hz) , 6. 46 (IH, s) , 7. 39 
(lH.dd,J=15.8, 10,6Hz) « 

[0 0 3 2] mmm4) 

2, 4-0-i/y<j\^^h4/i^-5-'^x:iu-6- (7- 
1 O-v^b KP^'>-2-:t^y-3, 5 
-'>>'-r;^v^>x::iyl/) - g - U^yV^-^ V^- ^ - 7 ^ h 

14, 1 h-T/v-^T^-f >'^(6. 10 

g) (Dl, 4 -^J:t^'^y(7\m\mm{C 1 2^^i£gf(6. 

05mi)^*n;t^M'ei. smfmwLftm. Rjt^m^^m 
1-c^w) \z.^^mm\.. 2Sco^^efB (--=^1^^- 

Sit. @W{l::^ti(536ing) ^ee.@^<i: LT^tfCo 

[0 0 3 3] NMR 7.^^ hyl- (400MHz, CDCI3, 6 ppm) : 0. 
88 (6H. t. J=6. 8Hz) ,1.21 ---l. 47 (48H, m) . 1. 48 (3H, d, J=6. 
2Hz). 1.57(1H. m), 1. 68'-!. 81 (4H. ra), 1.89(1H, m),2. 05(1 
H, m) , 2. 52 —2. 64 (4H, m) , 3. 84 (IH. m) , 3. 94 (IH, d, J=15. 8 
Hz), 4. 38 (IH, d, J=15. 8Hz), 5. 00 (IH, dd, J=10. 1, 5. 9Hz), 



5. 24 (IH, m) . 6. 90 (IH. m) , 6. 02 (IH. d, J=16. IHz) , 6. 14 (IH, 
t, J=10. 4Hz) , 7. 01 (IH, s) , 7. 36(1H. m)o 

[0 0 3 4] mm^) 

2, 4-O-i^/NVl^^ h^/W-5-i^PP-6"- (7- 
^pp~8, 1 0-i>^b KP^'>-2-3^:^y-3, 5 

y 

mmm4\zid\^^X. ^y^)iiVfVliyhsi^xx^\^tfyy 4 
^y-m^:^^)\^'SLn--^^'^y-m\L:^'^yy) t-^tt) 

3»S!U, @«){k^«b(432mg) «rSfeH(*:^Lr#yho 

[0 0 3 5] NMR y^^^ h/U(400MHz,CDCl3. 6 ppm) : 0. 
88(6H, t, J=6. 8Hz), 1. 18 --1. 48(48H, ro). L 50(3H, d, J=6. 
2Hz) , 1. 58 (IH, m) , 1. 68'-h 82 (4H, m) . 2. 02 (IH, m) , 2. 12 (1 
H. m) . 2. 53 --2. 66 (4H. m) , 3. 93 (IH, d, J=16. IHz) , 3. 93 
4. 02 (IH, m) , 4. 32 (IH, d, J=l 6. IHz) , 4. 97 (IH, dd, J=9. 5, 6. 
6Hz) , 5. 52 (IH, m) , 5. 78 (IH, m) , 6. 03 (IH, d, J=16. 2Hz) . 6. 2 
2(1H. m), 6. 95 (IH, dd, J=16. 2, 11. OHz) , 7. 01 (IH. s)o 
[0 0 3 6] 

[0 0 3 7] v^w^^'rim^m5L\m 

?LS m^\l. ^)^^y yy ^=3, ^ 

[0 0 3 8] :^wmit^m(D^^^t^(D^mmv^m 

[0 0 3 91 Ifl"ib. 9 6 5^:CD^J£■^-r^P^^;5'-7'U 

- h (NUNC) (CRERF-LC-MA (fc hW^) 3 XIO^ cells h 
6^MlKU-2 (t HW^S) 5 XIO^ cells 1 0 0 m 1 <0 
mnWi (ig^lSJc : FCS 1 0 %-&tfRPMI-1640 ) t LTS 

3 7t:. 5%C02 TX24mm^\^fZo ^CO^. 
^mt-^^^^t^l 0 0 /xl <OtS^?iJ^^D^> 3 7t:> 
5 %C02 T-C 4 8 mm^^ LfCo JJCIC 2 0 0 M 1 COJSII 

mx3m9c^xnmt^^^^^. 3 7U 5%co2t 

•C9 6B?FF^ig^LfCo ^(DWi. 1 mg/kg (DMH [3- 

(4, 2-f-ry y/w) -2, 5-i^7 

^SOiiX 1}W7Ls 3 7t:. 5%C02 T^4^mi^^%,. 
±ff$rl^t> 1 5 0/il Ov^^^;^;^/U7^::^>^K^Att 

m<DBMt]t^t^:it\cx^^m^m (%) $r*i^. 
^yy\cxr) 5 0 %mmmm^m^i'r^m& dCgoffi) 

[0 0 4 0] -^fc. :^^m(Dit^!^<D±W^\Ci6\i^^ 
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